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JIYTAHCBKWIA JEPKABHYIVI MELNHYHVIV YHIBEPCUTET

CKPUHIHT TOTEHIIMHUX AHAJITETUKIB CEPE ] ITOXITHUX
4-T'IIPOKCI)-2-OKCO-1,2-IUT'TAPOXIHOJITH-3-KAPBOHOBUX KUCJIOT
HA MOJEJII “OUHTOBOKUC/IUX KOPYIB”

[MpoBEeneHo CKPVHIHIroBI AOCIAXEHHSI cepes rnoxiaHmx 4+ rigpokci)-2-0kco-1,2-anriapoxiHosiH-3-KapOOoHOBMX
KWUCJIOT, SIKi CIPSIMOBAHI Ha MOLUYK HOBUX MOTEHLINHUX aHAIreTUKIB, Ha MoAesi “OLTOBOKMC/INX KopyiB”. 3a
pe3ynbTaraMmu OC/IiAXEHb BCTAHOBJIEHO, LLIO MAaKCUMaJIbHY aHAIrETUYHY aKTUBHICTb MPOSIB/ISIE PEYOBUHA 1L
nabopatopHumM Lwmgpom BO-60. Ii aHanretvyina aktnsHICTb y 403i 20 Mr/Kr AopisHioe 75,3 %.

KJTHOHOBI CJ/10OBA: aHanreTmkm, CKpUHIHI, aHaIreTU4Ha aKTUBHICTb.

BCTYI. Ha cborogHi MoxHa, 6e3CyMHIiBHO,
BBaXaTW, L0 Biflb HANEXWUTb A0 HANMOLLNPEHILLINX
CKapr nMauieHTiB i 3Ha4yHO Mipolo popMye CTaH
opraHiamy xBoporo B uinomy [1, 6]. Binomo, wo
came 3 iHTEHCUBHMM GONbOBMM CUHOPOMOM 3BEep-
TaTLCA 00 NikapiB Mavke 65 % naujeHTiB [6, 7].

AHanretunyHi 3acobu, xo4a 1 BUKOPUCTOBY-
IOTbCSl CbOrOfHI Y BENMKMX 06’EMaXx, yCe X MatoTb
LUMPOKNIA cnekTp HebaxaHux edekTiB, Nposie
AKNX y GaraTbox BUMadkax € MpuUHnHOIO Mpunu-
HEeHHs1 NikyBaHHS 0OpaHVM JikapCbkiM 3aCo00M
[5]. OmHieto 3 HaMbINbLL PO3MOBCIOAXKEHUX MO-
BiYHMX peakLili HeCTepPOIaHMX NpPOTU3ananbHUX
nikapcbkux 3acobiB (6nm3bko 30 % BUNaaKiB) €
raCTPOTOKCUYHICTb, WO MPOSIBASETLCS YPaOKEH-
HSIM CNM30BMX 0BOIOHOK 3 (POPMyBaHHSIM epOo3iit
Ta BUpa3oK. |HWi HebaxaHi edpekTn, xo4a i 3y-
CTpiHaloTbCs piawe, ogHak MOXYTb CMPUHUHSTM
Hebe3neyHi ON19 XUTTA CTaHW, Taki, 9K LTYHKOBO-
KMLLIKOBI KPOBOTEMi, aHadinakTU4YHMIA LLIOK, rocC-
Tpuii HAbpsK NereHb, KapaioBacKymnsipHi peakdLi,
nikapcbkuii BoBYak [2, 5].

Tomy 3p03ymino, WO BUMOrM 0 HOBMX 3HE-
BontoBanbHUX 3acobiB Aayxe cyeopi. MNepw 3a
BCE OO0 HUX MOXHa BIiZHECTU BMCOKY (apmako-
TepaneBTUYHY akTMBHICTb, MiHIMasIbHY KiflbKiCTb
nobGiYHMX peakuiii, a TakoX OOCTYMHICTb AN
nauieHta [2, 4].

Came Tomy UinecrnpsiMoOBaHMIn MOLLYK BUCO-
KoedpeKTUBHUX Ta HEeLKiaMBMX 3HeOOoIoBaIb-
HUX NiKAPCbKNX 3acOBiB € akTyasibHOO npobre-
MOIO Cy4acHoOi MeauuunHu, i ocobnmBy yBary
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NpUAINsioTb Crosykam 3 NPUHLLMMIOBO HOBOIO Xi-
MIYHOIO CTPYKTYpPOIO. [JO Takmx CROoAyK MOXHa
BIAHECTW | OOCNIMKYBaHI HAMM PEYOBMHU, LLIO 3a
CBOEIO XiMIYHOIO CTPYKTYPOIO HE MaloTb aHasoriB
cepeq, aHaIreTUYHKX 3acobiB Ta € MoXiaHUMU
4-rinpokci-2-okco-1,2-aurigpoxiHoniH-3-kap6o-
HOBMX KMCNOT, TOMY i BUCTYNalOTb PEYOBMHAMM,
NepcneKkTUBHUMN AN BUKOPUCTaHHS K 3Hebo-
NOBaNbHUX MNpenaparis.

METOAW OOCNIOXEHHA. LocniaykeHHs npo-
BOAWM Ha 552 Ginnx m1Llax 0box cTaTeil Macoto
18-23 r. MigoocnigHMx TBapuH yTpUMyBanu B
CTaHOAPTHMX yMOBax BiBapito JlyraHCbKOro aep-
>KABHOMO MEeOWYHOroO YHIBEPCUTETY Npuv Npupoa-
HOMY OCBITJIEHHI 1 BiflbHOMY AOCTYNi OO BOAU Ta

DKi. Yci pocnigkeHHs npoBoaun BiAMNOBIOHO [0

Mi>KHAPOAHUX NPaBWIT MOBOKEHHSA 3 TBAPUHAMM
(AnpekTmnBa 86/309 E€BponencbKoi CrifbHOTU
Bif, 24 rpynHs 1986 p.), komicii 3 GioeTnku JlyraHch-
KOro AepXaBHOro MeauyHOro yHiBepcuteTy (Ha-
ka3 Big 02.09.09 Ne 6) Ta pexkomeHgauin LEL]
MO3 Ykpaitu [3]. 3HebonoBanbHy Ajlo MOTEH-
LiMHUX aHanreTukiB BMBYaIM Ha Mopeni “ouTo-
BOKUCAMX KOpHiB”. pun BIiATBOPEHHI JaHOro na-
TOMOrYHOro CTaHy BBEOEHHS OLTOBOI KUCNOTU
cnpuse 3arajibHin akTmeauil HOUMUENTMBHOI
CUCTEMM TBAPUHU i MICLLEBOMY BUBISIbHEHHIO
OpaaunkiHiHy, rictamiHy, CEpOTOHiIHY, NpocTa-
rnanHguHiB, NENKOTPUEHIB Ta iHWKWX MeaiaTopiB
6onio, Lo NpM3BOAUTb [0 PO3BUTKY MUMOBISIBHUX
CKOPOYEHb M’SA3iB XXMBOTA — “KOPYIB”, siki Cynpo-
BOOKYIOTbCS BUTANYBAHHAM 33a4HiX KiHLiBOK i
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BUFMHAHHAM cnnHn. Came TOMY OO0CHiOKEHHS
aHanreTU4HoI akTMBHOCTI (AA) 3HOBY CUHTE30-
BaHMX CNOMYK HA Modeni “OuTOBOKUCIMX KOpHiB”
[03BONSE BU3HAYUTM BNAMB OO0CHIOXYBAHOI pe-
YOBWHW Bigpa3y Ha BCi mMeniatopu nepudepuny-
HOro KoMrnoHeHTa Gonio [3].

“OuTOBOKUMCHI KOPYi” BiATBOPIOBAIN LUIAXOM
BHYTPILLHLOYEPEBHOIO BBEAEHHS 0,6 % po3umHy
OLTOBOI KMCNOTM 3 po3paxyHky 0,1 mn Ha 10 r
Macu Tifia TBapuHWU. XiMiYHMIA NOApa3HNK BBOOU-
nm yepes3 1 rog nicng BBeOeHHS A0CHIAKYBaHNX
CNONYyK 3 HACTYMHMM CIMOCTEPEXEHHSIM 33 MU-
wamm npotsarom 20 XB Ta BU3HA4YEHHSAM KiJlbKOCTi
“kop4iB”. TBapUHW KOHTPONBLHOI FPYN B €KBiBa-
NEHTHIN KinbkocTi otpumyBann 0,9 % posumH Ha-
TPito xnopuay. Ak npenapary NopPiBHAHHA BUKO-
pPUCTOBYBa/IM MeTaMi3on Hatpito (“AHanbriH-Lap-
HUURA”, 50 %, 2 mn) nepopanbHO B A03i 55 Mr/kr
Ta auknodeHak Hatpito (“HaknodgeH”, 75 mr/3 mn,
KRKA, CnoBeHisl) nepopanbHO B A03i 5 Mr/kr.
Yci pocniopkyBaHi peqoBUHM BBOOWIN nepopaib-
HO opHopasoBo B go3i 20 mr/kr 3a 1 rog Ao
BiATBOPEHHST NMaTOMOril y BUrMSAl CyCneH3in, aKi
rotyBain ex tempore 3aranbHONPUAHATMA Me-
TOAAMM 3 BUKOPUCTaHHSM emyrnbraropa Twin-80.

AHaNreTn4Hy aKTUBHICTb OLLiHIOBaNIN 3a 30aT-
HICTIO PEYOBMHM 3MEHLLUYBATU KiNlbKiCTb “KOpHiB”
Yy OOCNIAHIN rpyni NOPIBHAHO 3 KOHTPOJSILHOIO i
BMpaXann y BigcoTkax. Po3paxyHOK npoBoaviv
3a HopmMynoto:

AA =

Ck=Ca 1009,
Ck

e AA — aHaIreTn4Ha aKTUBHICTb, %;

Ck — cepenHst KinbKiCTb “KOpYiB” Y KOHTPOSb-
Hin rpyni;

Cho — cepenHs KinbKicTb “KOpuiB” y JOCNIAHIN
rpyni.

CraTuctuyHy oBpobKy OTpUMaHUX pPesyib-
TaTiB NPOBOAMIMN 32 OOMOMOrol0 KOMM IOTEPHUX
nporpaMm MeTogamMm BapiauiiHOI CTaTUCTUKM 3
BUKOPUCTaHHSM t-kputepito CTblogeHTa Ta He-
napamMeTpYHNUX METOLIB aHani3y.

PE3Y/IbTATU 1 OBIrOBOPEHHSA. PesynbTaTy
npoBeaeHnX AO0ChiAXeHb nokasanu, Wwo nig
BMJIMBOM MNOAPA3HIOBASIbHOrO areHta (ouroBa
K1ucnota) B MuLLIe HOPMYETLCS BUPaKeHuin 60o-
NbOBUIN CUHAPOM, FKMIA NpoTarom nepwunx 20 xB8
MPOSBNSIETLCH CKOPOYEHHSIMN M’43iB XMBOTA Y
KinbkocTi 83+1,3 (Tabn.).

Tabnuua — AHanreTudHa aKTUBHICTb MOTEHLUiHUX aHanreTukis
Ha mopeni “ouToBOKMCINX KOp4YiB” (n=6)

Wndp Cepe:‘u,Hﬂ K!J‘I’I?KiCTb AA, % Wndp Cepe:‘u,Hﬂ K!J‘I’I?KiCTb AA, %
KOp4iB KOp4iB
1 2 3 4 5 6

| cepia
BO-1 25+1,03* 69,8+1,24 BO-8 44,3+1,7* 46,5+2,1
BO-2 64,8+1,6 21,8+2,0 BO-9 68,3+1,1* 17,6+1,2
BO-3 28,6+1,2* 65,4+1,44 BO-10 78,8+2,1 5,1+2,6
BO-4 54+1,1* 34,9+1,3 BO-11 66,6+1,8 19,6+2,2
BO-5 50+1,3* 39,5%£1,4 BO-12 49,5%1,4* 40,3+1,78
BO-6 50+1,2* 39,5%1,4 BO-13 69,5+1,9* 16,2+2,3
BO-7 42, 1+1,2* 49,115

Il cepia
BO-14 59,3+2,6 28,5£3,1 BO-19 50,3+£2,5* 39,3+3,1
BO-15 29,6+2 4* 64,2+2,9 BO-20 41,3+£3,1* 50,2+3,8
BO-16 37,8+2,2* 54,4+2 6 BO-21 41,3+£3,1* 50,2+3,8
BO-17 63+2,5* 24,1+£3 BO-22 53,1%£2,3* 35,9+2,7
BO-18 54,82 ,4* 33,9+2,9 BO-23 64,6+1,8* 22,12 1

Il cepia
BO-24 67,3+2,4* 18,8%+2,9 BO-36 55,6£2,2* 32,9+2,6
BO-25 64,1+£2* 22,6%2,4 BO-37 53,7+1,5* 35,1+1,8
BO-26 52,6+2,3* 36,5+2,8 BO-38 46%2,1* 44,3+2.6
BO-27 32,6+2,4* 60,6+2,9 BO-39 48,1+1,9* 41,9+2 3
BO-28 62,8+2,3* 24,2+2 .8 BO-40 63,1+2,2* 23,8+2,7
BO-29 55,6+2,9* 32,9+3,5 BO-41 71,6£1,5% 13,6+1,8
BO-30 59,3+£2* 28,5%£2,4 B0O-42 78,5%1,7* 5,42
BO-31 62,1+1,8* 25,1£2,2 BO-43 64,5+1,8* 22,2+2 2
BO-32 43%£1,7* 48,121 BO-44 83,5+1,7 -0,6£2,1
BO-33 71:1,7* 14,442 BO-45 51,5+1,7* 37,9+2 1
BO-34 46,5+2* 43,92 .4 BO-46 54,1+£1,9* 34,7+2,2
BO-35 59,3+1,1* 28,5%£1,3

s




MpoposxeHHs Tabn.

1 2 3 | 4 | 5 | 6
IV cepis
BO-47 27,8x1,1* 66,6+1,3 BO-58 44,3+1,8* 46,5£2,2
BO-48 57,8+2,1* 30,3+2,5 BO-59 27+1* 67,4%1,2
BO-49 46+1,5* 44,5+1,8 BO-60 20,51 ,4* 75,3%1,7
BO-50 45,1+4 5* 45,554 BO-61 30,5+1,4* 63,2+1,7
BO-51 38,11~ 54+1,2 BO-62 41+1,7* 50,6%2,1
BO-52 72,6x1,1* 12,4+1,3 BO-63 49,1+1,7* 40,7+2
BO-53 51,6x4* 37,74 ,4 BO-64 50,1+1,9* 39,5+2,3
BO-54 53,5+0,7* 36,5+0,9 BO-65 53,5+1,5* 35,5%+1,8
BO-55 38,5+0,7* 53,6+0,9 BO-66 55,6+2,2* 32,9+27
BO-56 38,6+1,4* 53,4+1,7 BO-67 47,512 5* 42,7+3
BO-57 50,1+2,3* 39,5+2,8
V cepis
BO-68 57,8+3* 30,3+3,6 BO-81 45,6+1* 44,9%1,2
BO-69 46,3+2* 4412 4 BO-82 52,1+1,2* 37,1+1,5
BO-70 42,3+1,9* 48,99+2,3 BO-83 66,1+1,6* 20,2+1,9
BO-71 55,1+1,5* 33,5+1,8 BO-84 52,61~ 36,5%1,2
BO-72 67,1£2,3* 19+2,7 BO-85 61+1,3* 26,5+1,6
BO-73 70,8+x1* 14,6+1,2 BO-86 58,5+1,6* 29,5+1,9
BO-74 52,8+1,4* 36,3%x1,7 BO-87 63,1+2,3* 23,8+2,8
BO-75 49,8+1,3* 39,9+1,6 BO-88 69,6+1,3* 16+1,6
BO-76 42 5+2 3* 48,7+2,8 BO-89 51,3+1,7* 38,12
BO-77 58,8+2,3* 29,1+2,8 BO-90 53,6+1,3* 35,3+1,6
BO-78 58,5+1,5* 29,5+1,9 BO-91 49+1* 40,9%1,2
BO-79 44,8+1,3* 45,9+1,6 BO-92 47,6x1,2* 42,515
BO-80 43,8%+1,4* 47,1+1,6
[Mpenapaty NOPIBHAHHSA

Metamison 53,8+1,4* 35,1+1,7 | Buknodenax 40,1+2,3* 51,6+2,8
HaTpilo HaTpito

Mpumitka. * — p<0,05 BiZHOCHO KOHTPOMLHOI FPYNV TBAPWH.

AHani3 HaBegeHux y Tabnuui pesynbTaTiB
[ocnigkXeHb NokasaB, Lo Haibinbll BUpaxeHy
3HebOoNoBa/IbHY aKTMBHICTb MPOSIBMAN CMONYKK
nig, nadopatopHum wngppom BO-1, BO-3, BO-15,
BO-27, BO-47, BO-59, BO-60, BO-61, aHanretny-
Ha aKTUBHICTb 9KUX, BignosigHO, cknana 69,87,
65,4, 64,2, 60,4, 66,6, 67,4, 75,3, 63,2 %. Cnig
3a3HaunTH, Wo AA crnonyku-nigepa BO-60 3Ha4yHO
nepesuvLye AA npenapartiB NOPIiBHSHHA, a CaMe:
MeTami3on Hatpito — make Ha 100 %, a gukno-
deHak HaTpito — Ha 45 %. TakoX OOCUTb BUCOKY
AA nposiBunn cnosnyku nig, naéoparopHuM LWnd-
pom BO-16, BO-20, BO-21, BO-51, BO-55, BO-62,
AA aKux, BiAnNoBigHo, cknana 54,4, 50,2, 50,2, 54,
53,6, 50,6 %. Ha BiomiHy Bif, BULLEHaBEeOEHWX
PEYOBWH, YCi iHLIi CMONYKWU B aHANOriyHi Oo3i
CYTTEBO HE 3HWKXYBAIM KiJIbKiCTb “KOpYiB”, 3a-
@IiKCOBaHMX Yy KOHTPOJi, a OTXe, He Mann Bupa-
>KEHOrO aHaNreTUYHOro edekTy.

Ana Hao4YHOCTI OuiHKM AA HaakTUBHILLNX
CrMonyK y MOPIBHASIBHOMY acnekTi pe3ynbraTu
[OChNigXEeHb NoKa3aHO Ha PUCYHKY, 3 SIKOro
BWOHO, LLLO 30aTHICTb A0 aKTUBYBAHHA aHTUHO-
LMLENTMBHOI CUCTEMWU OpraHiaMy NignocnigHuX
TBapWH 3Ha4yHO GinblLue peanisyeTbCs Npu BUKO-
puctaHHi cnonyk BO-1, BO-59 ta BO-60.
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Puc. MNopiBHANbHWI aHani3 HarWakTUBHILWIMX [0CHi-
O>KYBaHUX CMNONyK.

BVICHOBKW. 3 yCix BUBYEHNX MOTEHLIAHNX
aHanreTUKiB HalbinbLL BUpaxeHy 3HebonioBab-
Hy [il0 NPOSABNSIE pevyoBMHA Nig, NabopaTopHUM
wmndpom BO-60, il aHanreTnyHa akTUBHICTb CKJia-
nae 75,3 %. Came ToOMy JOCUTb NEPCNEKTUBHNM €
nogasblue nornvdneHe OOCNIMKEHHS PeYOBUHU
BO-60 sk NOTEHLIMHOro aHanreTvka Lono Bu-
ABNIEHHA aHaIreTUYHOI Aji Ha iHWKX Mopenax 6o-
IO, MexaHi3MiB 3HeDONoBaUTLHOI Aji Ta 1l MoBIYHNX
peaku,ii.
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JIYIFAHCKW FOCYAAPCTBEHHBIVI MEAWLIMHCKA YHUBEPCUTET

CKPUHUHT MOTEHLUAJIBHBIX AHAJTETHKOB CPEJM MPOU3BOJIHBIX
4-(TUAPOKCH)-2-OKCO-1,2-IUTUIPOX UHOJIMH-3-KAPBOHOBBIX KUCJIOT
HA MOJEJIN “YKCYCHOKHUCJBIX KOPYE”

Pesiome
[poBeneHbI CKPMHUHIOBbIE MCCIIEA0BaHUSI CPEAU MPOM3BAAHbIX 4+ rAapOKCy )-2-0KCo- 1, 2-AnNrvaApoXUHOINH-
3-kapbOHOBbLIX KUCJIOT, KOTOPbIE HarpaBJ/iIEHbl Ha MOVICK HOBbIX MOTEHLNA/IbHbIX aHaJIreTUKOB, Ha MOesn

~ 1

“ykCyCHOKMC/bIX kop4yer”. 1o pe3ynbTatam MCC/eA0BaHUii YCTaHOBJIEHO, HYTO Hanbosiee BbIPaKEHHYIO
aHa/Ir eTUYECKYIO aKTMBHOCTb MPOSIB/ISIET BELLIECTBO 0/ 1abopaTtopHbiM Lwmngdpom BO-60. Ero aHanretnyeckasi

aKTMBHOCTb B 03e 20 Mr/krr cocTaBsisieT 75,3 %.

KJTIOHEBBIE CJIOBA: aHanreTuku, CKPUHUHI, aHareTudeckasl akTUBHOCTb.

L. V. Savchenkova, S. |I. Fomenko
LUHANSK STATE MEDICAL UNIVERSITY

SCREENING OF POTENTIAL ANALGETICS OF THE DERIVATIVES
4-(GIDROXI)-2-0X0O-1,2-DIHYDROHYNOLIN-3-CARBONS ACIDS
ON THE MODEL OF ACETIC “CONVALTIONS”

Summary
There were conducted screening researches directed on the search of potential analgetics of the derivative
4 gidroxi)-2-oxo-1,2-dihydrohynolin-3-carbons acids on the model of acetic “convaltions”. According to the
results of research it is established that maximum analgesic activity shows substance under laboratory code
number BO-60, analgesic activity at dose 20 mg/kg was 75,3 %.

KEY WORDS: analgetics, screening, analgetic‘s activity.
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